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Patent Claims 



1 . Compounds of the formula i 




W-X-Y-T 



10 



15 



20 



25 



30 



Is CN, CON(R\, -[C(R%]„N(R%, 
-C(=NH)-NH2 which is unsubstituted or monosubstituted by 
C(=0)R', COOR^ 0R^ OCOR', OCOOR' or by a conven- 
tional amino-protecting group, or Is 



R2 Is H, Hal, A, 0R^ N(R=')2, NO2, CN, COOR^ CON(R')2, 

-[C(R^)2]n-Ar. -[C(R^)2]n-Het or -[C(R'')2]„-cycloalkyl, 
R' Is H, A, -[C(R^)2]n-Ar. -[C(R^)2]„-Het or -[C(R^)2]„-cycloalkyl. 
R' Is H or A, 

W is-C(RV-[C(R')2]2- -OC(RVor-NR^C(RV. 

X is CONR^ CONR3C(R'')2-, -C(R')2NR'-, -C(R')2NR^C(RV, 

-C(R'')20- or -C(R02OC(RV. 
Y is alkylene, cycloalkylene, Het-diyI or Ar-diyI, 
T Is 0R^ N(R')2 or a monocyclic or bicyclic, saturated, unsatu- 
rated or aromatic heterocyclic radical having from 1 to 4 N, O 
and/or S atoms which is unsubstituted or monosubstituted, 
disubstituted ortrisubstituted by Hal, A, -[C(R'')2]n-Ar, 
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-[C(R')2l„-Het, -[C(R*)2l„-cycloalkyl, OR', N(R')2. NO^. CN. 
COOR^ C0N(R')2, NR'COA, NR'SOaA, COR^ SOJ^R^ 
S(0)mA and/or carbonyl oxygen , 
A is unbranched or branched alkyi having 1-6 carbon atoms, in 
which one or two CH2 groups may be replaced by O or S 
atoms and/or by -CH=CH- groups and/or, In addition, 1-7 H 
atoms may be replaced by F, 
Ar Is phenyl, naphthyl or biphenyl, each of which is unsubstitu- 
ted or monosubstituted, disubstituted or trisubstituted by Hal, 
A, 0R^ N(R'*)2, NO2. CN, COOR^ CON(R02, NR*C0A, 
NR'SOgA, COR^ SO2NR*, S{0)JK, -[C(R*)2]n-C00R' or 
0-[C(R'')2]o-COOR^ 
Het is a monocyclic or bicyclic, saturated, unsaturated or aromatic 
heterocyclic radical having from 1 to 4 N, O and/or S atoms 
which is unsubstituted or monosubstituted. disubstituted or 
trisubstituted by Hal, A, -[C(R^)2]n-Ar, -[C(R*)2]„-Het', -[C(R^)2l„- 
20 cycioalkyi, 0R^ N(R')2, NO2, CN, COOR^ C0N(R')2, 

NR'COA, NR'SOgA, COR^ SOzHR^ S(0)^ and/or carbonyl 
oxygen, 

Het' is a monocyclic or bicyclic, saturated, unsaturated or aromatic 
25 heterocyclic radical having from 1 to 4 N, O and/or S atoms 

which is unsubstituted or monosubstituted or disubstituted by 
Hal, A, 0R^ N(R')2, NO2, CN, COOR', C0N(R')2, NR'COA, 
NR'SOgA, COR^ S02NR^ S(0)^ and/or carbonyl oxygen, 
Hal isF, CI, Brorl, 
m and 

n are each, Independently of one another, 0, 1 or 2, 
o is 1,2 or 3, 

and their pharmaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 



30 



35 
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3. 

10 
15 

4. 

20 



25 

5. 

30 



35 

6. 



Compounds according to Claim 1 , in wliicli 

isH, 

and tiieir ptiamnaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 

Compounds according to Claim 1, in which 

is -C(=NH)-NH2 which is unsubstituted or monosubstituted by 
OH, or is 



and their pharmaceutically usable derivatives, solvates and stereo- 
isomers. Including mixtures thereof in all ratios. 

Compounds according to Claim 1 , In which 

Ar Is phenyl which Is unsubstituted or monosubstituted or 

disubstituted by Hal, A, OR" or 0-[C(R'')2]o-COOR', 
and their pharmaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 

Compounds according to Claim 1, in which 

Het is a monocyclic or bicyclic, saturated, unsaturated or aromatic 
heterocyclic radical having 1 to 2 N and/or O atoms which is 
monosubstituted or disubstituted by A and/or carbonyl 
oxygen, 

and their pharmaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 

Compounds according to Claim 1 , in which 
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15 



W is -OC(RV or -NR'C(RV, 

and their pharmaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 

Compounds according to Claim 1 , In which 

W is-OC(RVor-NR'C(RV. 
R' isH, Aor-(CH2)„-Ar, 

Ar is phenyl which is unsubstituted or monosubstttuted or 

disubstltuted by Hal. A, OR^ or 0-[C(R'*)2]o-GOOR^ 
n isOorl, 

and their pharmaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 



8. Compounds according to Claim 1, in which 
W is-OCHR'-or-NHCHRS 

R' isH,Aor-(CH2)„-Ar, 
20 Ar is phenyl which is unsubstituted or monosubstftuted or 

disubstituted by Hal, A, OR* orO-[C(R*)2]o-COOR^ 
n Is 0 or 1 , 

. and their pharmaceutically usable derivatives, solvates and stereo- 
25 isomers, including mixtures thereof in all ratios. 

9. Compounds according to Claim 1 , in which 

X is CONH or CONH(CH2)2-, 
2Q and their pharmaceutically usable derivatives, solvates and stereo- 

isomers, including mixtures thereof in all ratios. 



35 



1 0, Compounds according to Claim 1 , in which 
Y is alkyleneorAr-diyl, 
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Ar is pH^riyl which is unsubstituted or monosubstituted or 

disubstituted by Hal, A, OR'* or 0-IC(R'')2]o-COOR^ 
and their pharmaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 

5 

1 1 . Compounds according to Claim 1 , in which 

T Is N(R^')2 or a monocyclic or bicyclic, saturated, unsaturated 
or aromatic heterocyclic radical having 1 to 2 N and/or O 

10 

atoms which is monosubstituted or disubstituted by A and/or 
carbonyl oxygen, 
R^* Is H or A. 

and their pharmaceutically usable derivatives, solvates and stereo- 
isomers. Including mixtures thereof in all ratios. 

12. Compounds according to Claim 1 , In which 

R^ is -C(=NI-I)-NH2 which is unsubstituted or monosubstituted by 
20 OH, or Is 




O 



or 




'3 



25 



is H. 

isH, Aor-(CH2)n-Ar, 
is H or A, 

Is -OC(RVor-NR'C(RV. 
is CONHorCONH(CH2)2. 



W 



30 



X 



Y 



is alkylene or Ar-diyI, 

is N(R^')2 or a monocyclic or bicyclic, saturated, unsaturated 
or aromatic heterocyclic radical having 1 to 2 N and/or O 
atoms which is monosubstituted or disubstituted by A and/or 
carbonyl oxygen, 



T 



35 
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13. 

15 
20 
25 
30 



R'" is H or A, 

Ar is plienyl whicli is unsubstituted or monosubstituted or 

d [substituted by Hal, A, OR-* or 0-IC(R'*)2]o-COOR^ 



and tiieir piiarmaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 

Compounds according to Claim 1 , in wliicli 
R^ is -C(-NIH)-NH2 which is unsubstituted or monosubstituted by 
OH, or is 



R=^ is H, 

R' isH, Aor-(CH2)n-Ar, 
R^ is H or A. 

W is -OC(R V or -NR'C(R')2-, 
X is CONH or CONH(CH2)2, 
Y is alkylene or Ar-diyI, 

T is dimethylamino, diethylamino, morphoIin-4-yl, 2-oxo- 
piperidin-1-yl, 2-oxopyrrolidin-1-yl, 5,5-dimethyl-2-oxo- 
pyrrolidin-1-yl, 2-oxo-1H-pyridin-1-yl, 3-oxomorpholin-4-yl, 4- 
0X0-1 H-pyridin-1-yl, 2,6-dioxopiperidin-1-yl, 2-oxopiperazin-1- 
yl, 2,5-dioxopyrrolidin-1-yl, 2-oxo-1,3-oxazolidin-3-yl, 2-a2a- 
bicyclo[2.2.2]octan-3-on-2-yI or 3-oxo-2/V-pyrida2in-2-yl, 

Ar is phenyl which is unsubstituted or monosubstituted or 
disubstituted by Hal. A. OR'* or 0-[C(R'')2]o-COOR^ 



A 



is unbranched or branched alkyi having 1-6 carbon atoms, in 
which 1-7 H atoms may be replaced by F, 
is 0 or 1, 



n 
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15 



20 



25 



3d 



A is unbranched or branched aikyi having 1-6 carbon atoms, in 
which 1-7 H atoms may be replaced by F, 



and their pharmaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 

14. Compounds according to Claim 1 , in which 

Is CN, NHa, CONA2, CH2NH2, CH2CH2NH2, -C(=NH)-NH2 
which is unsubstltuted or monosubstituted by OH, COOR', 
OCOA or OCOOA, or is 



R2 is H or F, 

R^ is H, A or -(CH2)„-Ar or thienyl, 
R" is H or A, 

W Is -C(RV. -OC(RV or -NR'C(RV, 

X Is CONH, CONHCCHa), CONH(CH2)2, CH2O- or CH2OCH2, 

Y is alkylene, Ar-diyI or pyridinediyi, 

T is dimethylamino, diethylamino, morpholin-4-yl, 2-oxopiperl- 
din-1-yl, 2-oxopyn'olldln-l-yl, 5,6-dlmethyl-2-oxopyrrolldin-1 - 
yl, 2-0X0- 1Ay-pyridln-1-yl, 3-oxomorpholin-4-yl, 4-oxo-1H- 
pyridin-1-yl, 2,6-dloxopiperjdin-1-yl, 2-oxopiperazin-1-yl, 2,5- 
dioxopyrrolidin-1-yl, 2-oxo-1 ,3-oxazolidin-3-yl, 3-oxo-2H-pyri- 
da2ln-2-yl, 2-caprolacfeim-1-yl, 2-oxo-1,3-oxazlnan-3-yl or 2- 
azabicyclo[2.2.2]octan-3-on-2-yl, 

Ar is phenyl which is unsubstltuted or monosubstituted or 

disubstituted by Hal, CF3, A, OA, methoxycarbonylmethoxy, 
ethoxycarbonylmethoxy or carboxymethoxy. 



is 0 or 1, 



{ 
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A is unbranched or branched alkyi having 1-6 carbon atoms, in 

which 1-7 H atoms may be replaced by F, 
n IsOorl, 

and their phannaceutlcally usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 

1 5. Compounds according to Claim 1 , selected from the group consisting 
of 



2-(3-amidinophenoxy)-/\/-(4-morpholln-4-ylphenyl)valeramlde, 

2-(3-amidinophenoxy)-A/-(4-morpholin-4-ylphenyl)-2-phenylacet- 

amide, 

2-(3-amldinophenylamino)-A/-(4-dlmethylaminophenyl)-4-methylvaler- 
amide, 

2-(3-amidinophenylamino)-A/-(4-morpholin-4-ylphenyl)-2-phenylacet- 
amide, 

20 2-(3-amidlnophenoxy)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2-phenylacet- 
amide, 

2-(3-amidlnophenoxy)-A/-[4-(2-oxopyn-olidin-1-yl)phenyl]-2-phenyl- 

acetamide; 

25 2-(3-amidinophenoxy)-A/-[4-(2-oxopiperidin-1-yl)phenyl]valeramide, 
2-(3-amidinophenoxy)-A/-[4-(2-oxopynrolidin-1-yl)phenyl]valeramide, 
2-(3-amidinophenoxy)-W-[4-(2-oxo-1 W-pyrldin-1 -yl)phenyll-2-pheny I- 
acetamide, 

2Q 2-(3-amidinophenoxy)-W-[4-(3-oxomorpholin-4-yl)phenyl]-2-phenyl- 
acetamide, 

2-(3-amidlnophenoxy)-A/-[4-(4-oxo-1H-pyridin-1-yl)phenyll-2-phenyl- 
acetamide, 

2-(3-(N-hydroxyamidlno)phenoxy)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2- 
phenylacetamide, 



35 



wo 02/057236 



-101- 



PCT/EPOl/14296 



2-(3-amlclinophenoxy)-A/-{4-(2,6-dloxopiperidin-1-y))phenyl]-2-phenyl- 
acetamide, 

2-(3-amldinophenoxy)-W-[4-(3-oxo-2H-piperazin-1-yl)phenyll-2- 
phenyiacetamide, 

5 

2-(3-amidinophenoxy)-A/-[2-f luoro-4-(2-oxo-1 H-pyridln-1 -yl)phenyl]-2- 
phenylacetamide, 

2-(3-amidinophenoxy)-A/-[4-(2,6-dloxopyrrolidin-1-yl)phenyl]-2-phenyl- 
acetamide, 

10 

2-(3-amidinophenoxy)-A/-[5-(2-oxopiperidln-1-yl)pyridln-2-yl]-2-phenyl- 

acetamide, 

2-(3-amidlnophenoxy)-A/-I4-(2-oxo-1,3-oxazolidin-3-yl)phenyl]-2- 
phenylacetamide, 

^ 2-(3-amidlnophenoxy)-i\/-[4-(2-oxo-1 H-pyridin-1 -yl)ben2ylI-2-phenyf- 

acetamlde, 

2-(3-amidinophenoxy)-/N/-[4-(2-oxopiperldin-1-yl)benzyl]-2-phenyl- 
acetamide, 

20 2-(3-am(d(nophenoxy)-A/-[4-(2-oxopiperidin-1-yl)butyl]-2-phenyl- 
acetamide, 

2-(3-amidinophenoxy)-A/-[4-(3-oxo-2H-pyridazin-2-yl)phenyl]-2- 
phenylacetamide, 

25 2-(3-amidinophenoxy)-A/-[2-fluoro-4-(2-oxoplperidin-1-yl)phenyl]-2- 
phenylacetamide, 

2-(3-amidinophenoxy)-A/-(4-dimethy(aminobenzyl)-2-phenylacet- 
amide, 

3Q 2-(3-amidinophenoxy)-A/-[3-(morpholin-4-yl)propyl]-2-phenylacet- 
amide, 

2-(3-amjdinophenoxy)-A/-I3-(plperidin-1-yl)propyl]-2-phenylacetamlde, 

2-(3-amidinophenoxy)-A/-(4-dimethylamlnophenyl)-2-pheny!acet- 

amide, 
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2-(3-amiclinophenylamlno)-Al!-[4-(2-oxopiperidin-1-yI)phenylI-2-phenyl- 
acetamide, 

2-(3-amidinophenylamino)-A/-[2-(morpholin-4-yl)ethyl]-2-phenylacet- 
amide, 

2-(3-amidinophenylamino)-A/-(4-dimethylaminobenzyl)-2-phenylacet- 
amide, 

2-(3-amidlnophenylamlno)-/V-[3-(morpholin-4-yl)propyl]-2-phenyIacet- 
amide, 

2-(3-amidinophenylamino)-A/-[3-(piperidjn-1-yl)propyl]-2-phenylacet- 
amide 

2-(3-amidinophenoxy)-A/-[2-(morpholin-4-yl)ethyl]valeramide, 
2-(3-amldlnophenoxy)-A/-(4-dimethylaminobenzyl)valeramide, 
"•S 2-(3-amidinophenoxy)-/S/-[3-(morpholln-4-yl)propyl]valeramlde, 
2-(3-amidlnophenoxy)-W-[3-(piperldin-1-yl)propyl]valeramide, 
2-(3-amlnocarbonylphenoxy)-A/-{4-(2-oxoplperidin-1-yl)phenyl]-2- 
phenylacetamide, 

20 2-(3-amlnocarbonylphenoxy)-A/-[2-(morphoIin-4-yl)ethyII-2-phenyl- 
acetamide, 

2-(3-aminocarbonylphenoxy)-A/-(4-dimethylaminobenzyl)-2-phenyl- 
acetamide, 

25 2-(3-aminocarbonylphenoxy)-A/-[3-(morpholin-4-yl)propyl]-2-phenyl- 
acetamide, 

2-(3-amlnocarbonylphenoxy)-A/-[3-(piperidln-1-yl)propyl]-2-phenyl- 
acetamide, 

2-(3-amidlnophenoxy)-A/-(4-morpholin-4-ylbenzyl)valeramlde, 

2-(3-amidlnophenoxy)-A/-(4-morpholin-4-ylbenzyl)-2-phenylacet- 

amide, 

2-(3-amidinophenoxy)-A/-[4-(3-oxomorpholln-4-yl)phenyl]-2-phenyl- 
acetamide, 

35 
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2-(3-amidlnophenoxy)-A/-[3-(2-oxopiperidin-1-y))phenyl]'2-phenyl- 
acetamide, 

2-(3-amidinophenoxy)-W-[3-methyl-4-(2-oxopiperidln-1-yl)phenyll-2- 
phenylacetamide, 

5 

(2R)-2-(3-amidinophenoxy)-A/-[4-(2-oxopiperidin-1-yl)phenyl]valer- 
amide, 

2-(3-amidinophenoxy)-A/-[2-fluoro-4-(2-oxoplperidin-1-yl)phenyl]-2- 
phenylacetamide, 

10 

2-(3-amidinophenoxy)-A/-[2-fluoro-4-(2-caprolactam-1-yl)phenyll-2- 

phenylacetamide, 

2-(3-amidinophenoxy)-A/-[3-methyl-4-(2-caprolactam-1-yl)phenyl]- 
valeramide, 

^ ^ 2-(3-amidinophenoxy)-A/-[3-methy M-(2-oxopiperidln-1 -y Ophenyll- 

valeramide, 

2-{3-amidinophenoxy)-A/-I3-f luoro-4-(2-oxopiperidin-1 -yl)phenyl]- 
valeramide, 

20 2-(3-amidinophenoxy)-A/-[4-(2-oxopiperidin-1 -yl)phenyl]acetamide, 

2-(2-amldinophenoxy)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2-phenylacet- 
amide, 

2- (4-amidinophenoxy)-A/-[4-(2-oxopiperidin-1-yl)phenyll-2-phenyl- 
25 acetamide, 

3- (3-amidinophenyI)-A/-[4-(2-oxopiperidin-1-yl)phenyI]propionamide, 
2-(3-amidinophenoxy)-Af-[3-fluoro-4-(2-oxopiperidin-1-yi)phenyl]-2- 
phenylacetamide, 

3Q 3-(3-amldinophenyl)-A/-[3-methyl-4-(2-oxopiperidin-1-yl)phenyl]- 
propionamide, 

(2S)-2-(3-amidinophenoxy)-A/-[3-fluoro-4-(2-oxopiperidin-1-yl)phenyl]- 
valeramide, 

2-(3-amidinophenoxy)-W-[3-methyl-4-(2-caprolactam-1-yl)phenyl]-2- 

35 

phenylacsetamide, 



02/057236 



-104- 



PCT/EPOl/14296 



2-(3-am(djnophenylmethyl)-A/-[4-(2-oxopiperidin-1-yl)phenyl]valer- 
amide, 

2-(3-amidlnophenylmethyl)-/V-[3-methyl-4-(2-oxoplperidln-1-yl)- 
phenyl]valeramlde, 

2-(3-amidinophenoxy)-W-[4-(2-oxopiperazin-1-yl)phenyl]valeramide, 

(2S)-2-(3-amidinophenoxy)-A/-[4-(2-caprolactam-1-yl)phenyl]valer- 

amide, 

(2S)-2-(3-amldinophenoxy)-/\/-[3-methyl-4-(2-oxopiperidln-1-yl)- 
phenyljvaleramide, 

2-(3-annldinophenoxy)-W-[3-methyl-4-(2-oxopiperidin-1-yl)phenylH- 
methylvaleramide, 

2-(3-amldinophenoxy)-yV-[4-(2-oxoplperidin-1-yl)phenyl]-4-methyl- 
valeramide, 

(2R)-2-(3-amldlnophenoxy)-A/-[4-(2-oxoplperldln-1-yl)phenyl]valer- 
amlde, 

2-(3-amidinophenoxy)-A/-[4-(2-oxopiperidin-1-yl)phenyl]propionamide, 

2-(3-amidinophenoxy)-A/-[3-methyl-4-(2-oxopiperidln-1-yl)phenyl]- 

propionamide, 

2-(3-amldinophenoxy)-A/-[4-(2-oxopiperidin-1-yl)phenyl]butyramlde, 

2-(3-amidinophenoxy)-/V-[3-methyl-4-(2-oxopiperidin-1-yl)phenyl]- 

butyramide, 

(2S)-2-(3-amidinophenoxy)-A/-[3-methyl-4-(2-caprolactam-1-yl)- 
phenyl]valeramide, 

2-(3-amidinophenoxy)-/V-[4-(2-oxopyridin-1-yl)phenyl]valeramlde, 

2-(3-amidinophenoxy)-N-[2,5-dimethyl-4-(2-oxopiperldin-1-yl)phenyl]- 

valeramide, 

2-(3-amidinophenoxy)-A/-[3-methyl-4-(2-oxopyrrolidln-1-yl)phenyll-2- 
phenylacetamide, 

2-(3-amidlnophenoxy)-A/-[3-methyl-4-(2-oxopyrrolidin-1-yl)phenyll- 
valeramide, 
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2-(3-amidinophenoxy)-A/-[2-methyl-4-(2-oxopipericlin-1-yl)phenyl]- 
valeramide, 

2-(3-amidinophenoxy)-A/-(2-oyo-3,4,5,6-tetrahyclro-2H-1 ,2'-bi- 
pyridinyl-5'-yl)valeramide, 

5 

2-(3-amidinophenoxy)-A/-[2-methyl-4-(2-oxoplperldin-1-yl)phenyl]-2- 
phenylacetamide, 

2-(3-amidinophenoxy)-A/-(2-oxo-3,4,5,6-tetrahydro-2H-1,2'-bi- 
pyridinyl-5'-yl)-2-phenylacetamide, 

10 

2-I(3-A/-methoxycarbonylamidino)phenoxy]-A/-[4-(2-oxopiperidin-1-yl)- 
phenyl]valeramide, 

2-(3-amidinophenoxy)-yV-[3-fluoro-4-(2-oxopyrrol}dln-1-yphenyval- 
amide, 

^ 2-(3-amidinophenoxy)-A/-[3-fluoro-4-(2-oxopyrrolidin-1 -yl)phenyll-2- 

phenylacetamide, 

2-(3-amidjnophenoxy)-A/-[4-(2-oxopiperidln-1-yl)phenyl]caproamide, 
2-(3-amidinophenoxy)-A/-[4-(2-oxopyrrolidin-1-yl)phenyl]butyramide, 
20 2>(3-amidinophenoxy)-A/-[4-(2-oxopiperidin-1 -yl)phenyl]-3-methyl- 

butyramide, 

2-(3-amldlnophenoxy)-/\/-[4-ethyl-3-(2-oxopyrrolidin-1-yl)phenyI]valer- 
amide, 

25 2-(3-amldinophenoxy)-A/-[3-fluoro-4-(2-caprolactam-1-yl)phenyl]valer- 
amide, 

2- (3-amidinophenoxy)-A/-[3-fluoro-4-(2-caproIactam-1-yl)phenyl]-2- 
phenylacetamide, acetate, 

2Q 2-(3-amidinophenoxy)-A/-[4-(2,6-dioxopiperidin-1-yl)phenyl]valer- 
amide, 

3- (3-amidlnophenyi)-A/-l4-(2-oxopiperidjn-1-yl)phenyl]-2-phenyl- 
propionamide, 

3-(3-amidinophenyl)-A/-[3-methyl-4-(2-oxopiperidin-1-yl)phenyll-2- 

35 

phenylpropionamide. 
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2-(3-amldinophenoxy)-A/-[3-methoxy-4-(2,5-clioxopyrrolidin-1-yl)- 
phenyl]valeramide, 

1 -{4-[2-(3-amidinophenoxy)pentylamino]phenyl}piperidin-2-one, 
1-{4-[2-(3-amidinophenoxy)pentylamino]-2-methylphenyl}plperldin-2- 

5 

one, 

1- {4-[2-(3-amidinophenoxy)-2-phenylethoxy]phenyl}piperldin-2-one, 

2- (3-amidinophenoxy)-A/-[3-(2-oxoplperidin-1-yl)propyl]-2-phenyl- 
acetamide, 

10 

2-[(3-A/-ethoxycarbonylamidino)phenoxy]-A/-[4-(2-oxopiperidin-1- 
yOphenylJvaleramide, 

2-[(3-A/-methoxycarbonylamidino)phenoxy]-A/-[4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamide, 
^ 2-[(3-/V-ethoxycarbonylamldlno)phenoxy]-A/-[4-(2-oxopiperidin-1 -yl)- 

phenyl]-2-phenylacetamlde, 

2-(3-amidinophenylamino)-/\/-[4-(2-oxopiperidin-1-yl)phenyl]-4-methyl- 
valeramide, 

20 2-(3-amidinophenylamino)-A/-[4-(2-oxoplperldin-1-yl)phenyl]-2-phenyl- 
acetamide, 

2-(3-amidinophenylamino)-A/-[4-(2-oxopyrrolidin-1-yl)phenyl]-4- 
methylvaleramide, 

25 2-(3-amldinophenylamino)-A/-[4-(2-oxopyrrolidin-1-yl)phenyl]-2- 
phenylacetamide, 

2-(3-amidinophenyiamino)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2-(2- 
fluorophenyl)acetamide, 
20 2-(3-amldlnophenylamino)-/V-[4-(2-oxopiperidin-1 -yl)phenyl]acet- 

amide, 

(2S)-2-(3-amidlnophenylamino]-A/-[4-(2-caprolactam-1-yi)phenyl]-2- 
phenyiacetamide, 

(2S)-2-(3-amidinophenyIamino)-A/-[3-methyl-4-(2-oxopiperidin-1 -yl)- 

35 

phenyl]-2-phenylacetamide, 
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(2S)-2-(3-amldlnophenylamino)-/\/-[4-(2-oxoplperidln-1-yl)phenyl]-2- 
phenylacetamide, 

2-(3-amidinophenyIamlno)-A/-[4-(2-oxopiperidin-1-yl)phenyllcapro- 
amide, 

5 

2-(3-amidinophenylamino)-W-[3-methyl-4-(2-oxopiperidin-1-yl)phenyl]- 
2-(2-fluorophenyl)acetamide, 

(2S)-2-(2-amidinophenylamino)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2- 
phenylacetamide, 

10 

(2R)-2-(2-amidinophenylamino)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2- 
phenylacetamide, 

(2S)-2-(3-amldinophenylamino)-A/-[3-fluoro-4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamide, 
5 2-(3-amidinophenylamlno)-A/-[4-(2-oxopiperidln-1 -yl)phenyl]-2-(3- 

fluorophenyOacetamide, 

2-(3-amidinophenylamino)-A/-[3-fluoro-4-(2-oxopiperidin-1-yl)phenyl]- 
2-(3-fluorophenyl)acetamide, 
20 (2R)-2-(3-amidlnophenylamino)-A^[3-methyl-4-(2-oxoplperidin-1-yl)- 
phenyl]-4-methylvaleramlde, 

2-(3-amldinophenylamlno)-A/-I4-(2-oxopiperidln-1-yl)phenyl]valer- 
amide, 

25 (2R)-2-(3-amidinophenylamino)-A/-[4-(2-oxopiperidln-1-yl)phenyl]-4- 
methylvaleramide, 

(2R)-2-(3-amidinophenylamino)-A/^[4-(2-caprolactam-1-yl)phenyl]-4- 
methylvaleramlde, 

30 2-(3-amidinophenylamino)-A/-[3-fluoro-4-(2-oxopiperidin-1-yl)phenyl]- 
2-(2-fluorophenyl)acetamide, 

2-(3-amldinophenylamino)-A/-[3-methyl-4-(2-caprolactam-1-yl)phenyl]- 
2-(2-fluorophenyl)acetamide, 

(2R)-2-(3-amidinophenylamino)-A/-[3-fluoro-4-(2-oxopiperidin-1-yI)- 

35 

phenylH-methylvaleramide, 
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2-(3-amidlnophenylamlno)-A/-[4-(2-oxopiperldin-1-yl)phenyll-4-trj- 
fluoro-3-methyibutyramide, 

(2S)-2-(3-amidinophenylamino)-A/-[4-(2-oxoplperidin-1-yl)benzyl]-2- 
phenylacetamide, 

5 

(2S)-2-(3-amidinophenylamino)-A/-[4-(3-oxo-2-a2abicyclo[2.2.2]oct-2- 
yl)phenyl]-2-phenyIacetamide, 

2-(3-amidinophenylamino)-W-[3-trffluoromethyl-4-(3-oxo-2-azablcyclo- 
[2.2.2]oct-2-yl)phenyl]-2-phenylacetamlde, 

10 

2-(3-amid»nophenylamino)-W-methyl-/V-[4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamide, 

2-(3-aminocarbonylphenoxy)-A/-[4-(2-oxopiperidin-1-yI)phenyllvaler- 
amide, 

^ ^ 2-(3-aminocarbonylphenylamino)-A/-[4-(2-oxoplperidin-1 -yOphenyll-2- 

phenylacetamide, 

2-(3-amlnocarbonylphenoxy)-A/-I4-(2-oxo-1H-pyridin-1-yl)benzyl]-2- 
phenylacetamide, 

20 2-(3-ammocarbonylphenoxy)-/V-[4-(2-caprolactam-1-yl)phenyl]-2- 
phenylacetamide, 

2- (3-amlnocarbonylphenoxy)-A/-[4-(2-caprolactam-1-yl)phenyl]-2- 
phenylacetamide, 

25 2-(3-aminocarbonylphenylamino)-/\/-I4-(2-oxopiperidin-1-yl)phenyl]-2- 
(2-fluorophenyl)acetamide, 

3- (3-aminocarbonylphenyl)-A/-[4-(2-oxopiperidln-1-yl)phenyl]proplon- 
amide, 

2Q 2-(3-aminocarbonyiphenoxy)-A/-[4-(2-oxo-1H-pyridin-1-yl)phenyl]-2- 
phenylacetamide, 

2-(3-amlnocarbonylphenoxy)-W-[3-methyl-4-(2-oxopiperidin-1 -yl)- 
phenyl]-2-phenylacetamide, 

2-(3-aminocarbonylphenoxy)-/V-[4-(4-oxo-4H-pyridin-1-yl)phenyl]-2- 

35 

phenyiacetamide, 
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10 



2-(3-aminocarbonylphenylamino)-A/-[4-(2-oxopiperidin-1-yl)phenyl]- 
acetamide, 

(2S)-2-(3-aminocarbonylphenylamlno)-N-[3-methyl-4-(2-oxopiperidin- 
1 -yl)phenyl]-2-phenylacetamlde, 

(2S)-2-(3-aminocarbonylphenylamino)-N-I4-(2-caprolactam-1-yl)- 
phenyll-2-phenylacetamide, 

(2R)-2-(3-aminocarbonylphenylamino)-A/-[4-(2-oxopiperidm-1-yl)- 
phenyi]-2-phenylacetamide, 

(2S)-2-{3-aminocarbonylphenylamino)-A/-[4-(2-oxopiperldin-1-yl)- 
phenyl]-2-phenylacetamide, 

2-(3-amlnocarbonylphenylamino)-A/-[4-(2-caprolactam-1-yl)phenyl]-2- 
(2-fluorophenyl)acetamide, 
5 2-(3-aminocarbonylphenylamino)-A/-[4-(2-oxopiperidin-1 -y l)phenyIl-2- 

(2-thlenyl)acetamide, 

2-(4-aminocarbonylphenoxy)-A/-I4-(2-oxopiperidin-1-yl)phenyl]-2- 
phenylacetamide, 

20 2-(2-aminocarbonylphenoxy)-A/-[4-(2-oxopiperidln-1-yl)phenyl]-2- 
phenyiacetamide, 

2-(3-aminocarbonylphenoxy)-A/-I2-fluoro-4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamlde, 
25 2-(3-aminocarbonylphenoxy)-A/-[2-fIuoro-4-(2-caprolactam-1 -yl)- 

phenyl]-2-phenylacetamide, 

(2S)-2-(2-aminocarbonylphenyl)-W-[4-(2-oxopiperidin-1-yl)phenyl]-2- 
phenylacetamide, 

(2R)-2-(2-aminocarbonylphenyl)-A/-I4-(2-oxopiperidin-1-yl)phenyl]-2- 
phenylacetamide, 

2-(3-amlnocarbonylphenoxy)-/V-{3-methyl-4-(2-caprolactam-1-yl)- 
phenyl]-2-phenylacetamide, 

(2S)-2-(3-aminocarbonylphenylamlno)-A/-[4-(2-oxopyridin-1-yl)- 
phenyll-2-phenylacetamide, 



35 
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2-(3-amlnocarbonylphenylamino)-A/-[4-(2-oxoplperidin-1-yl)phenylJ- 
vaieramide, 

2-(3-aminocarbony!-4-fluorophenylamlno)-A/-[4-(2-oxoplperidln-1-yl)- 
phenyl]-2-phenylacetamide, 

2-(3-aminocarbonylphenylamino)-A/-[3-trifluoromethyl-4-(3-oxo-2- 
azabicyclo[2 .2.2]oct-2-yl)phenyl]-2-phenylacetamide, 
2-(3-A/,A/-diethylaminocarbonylphenoxy)-A/-[4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamide, 

2-(3-aminocarbonylphenoxy)-A/-[4-(2-oxopiperazln-1-yl)phenyl]-2- 
phenylacetamide, 

2-[3-(A/-hydroxyamidlno)phenylam(no]-A/-[4-(2-oxopiperldin-1-yl)- 
phenyi]-2-phenylacetamide, 

2-[3-(A/-hydroxyamidlno)phenoxy]-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2- 
phenylacetamide, 

2-[3-(A/-hydroxyamidino)phenyl]-A/-I4-(2-oxopiperidin-1-yl)phenyl]- 
propionamide, 

2-[3-(W-hydroxyamidino)phenylaminol-A/-[4-(2-oxopiperidin-1-yl)- 
phenyi]acetamide, 

2-[3-(/\/-hydroxyamidino)phenoxy]-A/-l4-(2-oxopipeiidin-1-yl)phenyl]- 
valeramide, 

(2R)-[2-(3-(A/-hydroxyamidino)phenylamino]-W-[4-(2-caprolactam- 1 - — 
yl)phenyl]-2-phenylacetamide, 

2-[3-(A/-hydroxyamidlno)phenylamino]-A/-[4-(2-oxoplperidin-1-yl)- 

phenyl]-2-(2-trifluoromethylphenyl)acetamlde, 

2-[3-(A/-hydroxyamldlno)phenylamino]-A/-[3-methyl-4-(2-oxopiperidln- 

1 -yl)phenyll-2-(2-fluorophenyl)acetamide, 

2-[3-(A/-hydroxyamidlno)phenylamino]-A/-[4-(2-oxopiperidin-1-yl)- 

phenyl]-2-(2-thlenyl)acetamide, 

2-[3-(W-hydroxyamidino)phenoxy]-A/-I3-methyl-4-(2-oxopiperidin-1-yI)- 
phenyljvaleramide, 
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(2S)-2-[3-(/\/-hydroxyamidino)phenylaminol-A/-[3-fluoro-4-(2-oxo- 
piperidin-1-yl)phenyr|-2-phenylacetamide, 
3-[3-(A/-hydroxyamidino)phenyll-A(-[3-methyl-4-(2-oxopiperldin-i-yl)- 
phenyl]propionamlde, 

5 

(2S)-2-[3-(A/-hydro)(yamidino)phenylamino]-A/-[4-(2-oxopiperidin-1-yl)- 
phenyI]-4-methylvaleramide, 

2-[3-(A/-hydroxyamldino)phenoxy]-A/-[4-(2-oxoplperidin-1-yl)phenyi]- 
vaieramide, 

10 

2-[3-(W-hyd roxyamidino)phenoxy]-A/-[4-(2-oxo-1 H-pyrazin-1 -yl)- 
phenyl]valeramide, 

(2S)-2-[3-(A/-hydroxyamldino)phenylamino]-/\/-[4-(2-oxopiperidin-1-yl)- 
phenyq-2-phenylacetamide, 

(2R)-2-[3-(A/-hydroxyamidino)phenylamlno]-A/-I4-(2-oxopiperidin-1- 
yl)phenyll-4-methylvaleramlde, 

2-[3-(A/-hydroxyamidino)phenylamino]-A/-[4-(2-oxopiperidin-1-yl)- 
phenyljvaleramide, 

20 2-[3-(A/-hydroxyamidino)phenylamino]-W-[3-methyl-4-(2-oxopiperldin- 
1 -yl)phenyI]-4-methylvaleramide, 

2-[3-(/\/-hydroxyamidino)phenoxy]-A/-[4-(2-oxopyridin-1-yl)phenyl]- 
valeramide, 

25 (2R)-2-[3-(/V-hydroxyamidino)phenylamino]-A/-[4-(2-caprolactam-1-yl)- 
phenylH-methylvaleramide, 

(2R)-2-[3-(A/-hydroxyamidino)phenoxy]-/S/-[4-(2-oxopiperidin-1-yl)- 
phenyl]valeramide, 

3Q (2S)-2-[3-(A/-hydroxyamidino)phenoxy]-A/-[4-(2-oxoplperidin-1-yl)- 
phenyl]valeramide, 

2-[3-(A/-hydroxyamidino)phenoxy3-A/-[4-(2-oxopiperidln-1-yl)phenyl]-4- 
methylvaleramide, 

2-[3-(A/-hydroxyamidino)phenylamino]-W-[4-(2-oxopiperidin-1 -yl)- 

35 

phenyll-3-methyl-4-trifluorobutyramide, 
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10 



(2S)-2-[3-(A/-hydroxyamiclino)phenylamino]-W-[4-(2-oxopiperidin-i- 
yl)benzyl]-2-phenylacetamide, 

(2S)-2-[3-(W-hydroxyamidino)phenylamino]-A/-[4-(3-oxo-2-azablcyclo- 
[2.2.2]oct-2-yl)phenyl]-2-phenylacetamide, 
2-I3-(A/-hydroxyamidino)phenoxy]-A/-[4-(2-oxopiperidin-1-yl)phenyl]- 
butyramlde, 

2-[3-(/\/-hydroxyamidino)phenoxyl-A/-[4-(2-oxopiperidin-1-yl)phenyl]- 
propionamide, 

2- [3-(A/-hydroxyamidino)phenylamino]-A/-[3-trifluoromethyl-4-(3-oxo-2- 
azabicyclo[2.2.2]oct-2-yl)phenyl]-2-phenylacetamide, 

3- [3-(A/-hydroxyamidlno)phenyl]-A/-[4-(2-oxopiperidjn-1-yl)phenyl]-2- 
phenylpropionamide, 

3-[3-(A/-hydroxyamidino)phenyl]-W-[3-methyl-4-(2-oxopiperidin-1-yO- 
phenyl]-2-phenylpropionamide, 

1- {4-I2-(3-(A/-hydroxyamidino)phenoxy)-2-phenylethoxy]phenyl}- 
piperidin-2-one, 

20 2-[3-(A/-methoxycarbonyloxyamldlno)phenoxy]-A/-[4-(2-oxoplperidin-1- 
yl)phenyl]valeramide. 

2- [3-(A/-ethoxycarbonyloxyamidino)phenoxy]-W-[4-(2-oxopiperidin-1- 
yl)phenyl]valeramide, 

25 (2S)-2-[3-(A/-ethoxycarbonyloxyamidino)phenylamino]-A(-[4-(2-oxo- 

piperidin-1-yl)phenyl]-4-methylvaleramlde, 

2-(3-amlnomethylphenylamlno)-W-[3-methyl-4-(2-oxopiperidin-1-yl)- 

phenyl]-2-(2-fluorophenyJ)acetamide, 
3Q 2-(3-amjnomethylphenoxy)-A/-[4-(2-oxopiperidin-1 -yl)phenyl]-2- 

phenylacetamide, hydrochloride, 

2- (3-aminomethylphenylamino)-A/-[4-(2-oxopiperidln-1-yl)phenyl]-2-(2- 
fluorophenyl)acetamide, 

3- (3-aminomethylphenyl)-A/-[4-(2-oxopiperidin-1-yl)phenyllproplon- 
amide, 



35 
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2-(3-aminomethylphenylamino)-A/-[4-(2-oxopiperidin-1-yl)phenyl]acet- 
amide, 

2-(3-aminomethylphenoxy)-N-[4-(2-oxopiperidin-1-yl)phenyl]valer- 
amide, 

(2S)-2-(3-aminomethylphenylamino]-A/-I4-(2-caprolactam-1-yl)- 
phenyl]-2-phenylacetamlde, 

(2S)-2-(3-amlnomethylphenylamino)-A/-[3-methyl-4-(2-oxopjperidin-1- 
yl)phenyl]acetamide, 

2-(3-aminomethylphenylamlno)-/\/-[4-(2-oxoplperidin-1-yl)phenyl]-2-(2- 
trifluoromethylphenyl)acetamlde, 

(2S)-2-(3-aminomethylphenylamino)-A/-[4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamide, 

(2R)-2-(3-aminomethylphenylamlno)-A/-[4-(2-oxoplperidin-1-yl)- 
phenyl^2-phenylacetamide, 

2-(3-aminomethylphenylamino)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2-(2- 
methylpheny()acetamide, 

2-(3-aminomethylphenylamino]-A/-[4-(2-caprolactam-1-yl)phenyl]-2-(2- 
fluorophenyOacetamide, 

2-(3-amlnom6thylphenylamino)-A/-[3-methyl-4-(2-oxopiperidin-1-yl)- 
phenyl]-2-(2-methylphenyl)acetamlde, 

2-(3-aminomethylphenylamino)-A/-[3-methyI-4-(2-oxopiperidln-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 
2-(3-aminonnethylphenoxy)-A/-[3-methyl-4-(2-oxopiperidin-1-yl)- 
phenyl}valeramide, 

2-(3-amlnomethylphenylamino)-A/-[4-(2-oxopiperidln-1-yi)phenyl]-2-(2- 
thienyl)acetamlde, 

2-(3-aminomethylphenylamino)-A/-[3-fluoro-4-(2-oxoplperldin-1-yl)- 
phenyl]-2-(3-fluorophenyl)acetamide, 

(2S)-2-(3-aminomethylphenyIamino)-A/-[3-fluoro-4-(2-oxopiperidin-1- 
yl)phenyl]-2-phenylacetamide, 
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(2S)-2-(3-aminomethylphenylamino)-A/-{3-methyl-4-(2-oxopipericlln-1- 
yi)phenyl]-2-phenyiacetamicle, 

(2S)-2-(2-aminomethylphenylamino)-/V-[4-(2-oxoplperidin-1-yl)- 
phenyl]-2-phenylacetamide, 

2-{2-aminomethylphenyl)-A/-[4-(2-oxopiperidln-1-yl)phenyl]acetamide, 

2-(2-aminomethylphenoxy)-A/-[4-(2-oxopiperldin-1-yl)phenyl]-2- 

phenyiacetamide, 

2-(4-aminomethylphenoxy)-N-[4-(2-oxopiperidln-1-yl)phenyl]-2- 
phenylacetamide, 

2-(3-aminomethylphenylamlno)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2-(3- 
fluorophenyl)acetamlde, 

2-(3-aminomethylphenoxy)-A/-[3-methyl-4-(2-caprolactam-1-yl)- 
phenyl]-2-phenylacetamide, 

(2R)-2-(3-aminomethylphenylamino)-A/-[3-methyI-4-(2-caprolactam-1- 
yl)phenyl]-2-phenylacetamide, 

(2R)-2-(2-amlnomethyIphenylamino)-A/-[4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamide, 

(2S)-2-(3-aminomethylphenylamino)-N-[3-methyl-4-(2-caprolactam-1- 
yl)phenyl]-2-phenylacetamide, 

2-(3-aminomethylphenyiamino)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2- 
cyclohexylacetamide, 

2-(3-aminomethylphenylamino)-A/-[3-methyl-4-(2-oxopiperldin-1-yi)- 
phenyl]-2-cyclohexylacetamlde, 

2-(3-aminomethylphenylamino)-A/-[4-(2-caprolactam-1-yl)phenyl]-4- 
methylvaleramide, 

(2R)-2-(3-aminomethylphenylamino)-A/-[3-methyl-4-(2-oxopiperidin-1- 
yl)phenyl]-2-phenylacetamide, hydrochloride, 
(2S)-2-(3-aminomethylphenylamino)-/\/-[4-(2-oxopyridin-1-yl)phenyl]- 
2-phenylacetamide, 
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2-(3-aminomethylphenylamino)-A/-[4-(2-oxopiperidin-1-yl)phenyl]- 
valeramide, 

2-(3-aminomethylphenyIamino)-Af-[4-(2-oxopiperidln-1-yl)phenylJ-4- 
methylvateramlde, 

(2R)-2-(3-aminomethylphenylamino)-A/-[3-methyl-4-(2-oxopiperidin-1- 
yl)phenyl]-4-methylvaleramide, 

(2R)-2-(3-aminomethylphenylamlno)-N-[3-fluoro-4-(2-oxopiperidin-1- 
yl)phenyll-4-methylvaIeramide, 

(2R)-2-(3-aminomethylphenylamino)-A/-[4-(2-caprolactam-1-yl)- 
phenyl]-4-methylvaleramide, 

(2S)-2-(3-aminomethylphenylamino)-N-[2,5-dlmethyM-(2-oxo- 
plperidin-1-yl)phenyl]-2-phenylacetamide, 
2-(3-aminomethylphenylamino)-W-[3-fluoro-4-(2-oxopiperidin-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 

2-(3-aminomethylphenylamino)-A/-[3-methyl-4-(2-caprolactam-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 

2-(3-amlnomethylphenylamino)-A/-[3-methyl-4-(2-oxoplperidin-1-yl)- 
phenyl]-2-(2,4-difluorophenyi)acetamide, 
2-(3-amlnomethylphenylamino)-A/-[4-(2-oxopiperidin-1-yl)phenyll-2- 
(2,4-dlfIuorophenyl)acetamide, 

{2S)-2-(3-aminomethylphenylamlno)-N-[3-methyl-4-(2-oxopyrrolidin-1- 
yl)phenyl]-2-phenylacetamide, 

(2S)-2-(3-aminomethylphenylarnfno)-A/-[3-methyl-4-(2-oxoplperidin-1- 
yl)phenyl]-4-methylvaleramide, 

2-(3-aminomethylphenylamlno)-N-methyl-W-I4-(2-oxopiperidin-1-yl)- 
phenyl]-2-pheny(acetamide, 

2-(3-amlnoethylphenylamino)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2- 
phenylacetamide, hydrochloride, 

2-(3-aminomethylphenylamino)-W-[3-methyl-4-(2-oxGpyrrolldin-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 
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2-(3-amlnom6thylphenylamino)-A/-[4-(2-oxopipericlin-1-yl)phenyl]-4- 
trifluoro-3-methylbutyramide, 

2-(3-aminomethylphenylamino)-A/-[4-(2-oxopiperidin-1-yl)benzyl]-2- 
phenylacetamide, 

5 

(2S)-2-(3-aminomethylphenylamino)-A/-[4-(3-oxo-2-a2ablcyclot2.2.2]- 
oct-2-yl)phenyl]-2-phenylacetamide, 

2-(3-aminomethyIph6nylamino)-A/-[3-fluoro-4-(2-oxopyrrolidin-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 

10 

2-(3-amlnomethylphenylamino)-A/-[4-(2-oxopyrrolidin-1-yl)phenyl]-2- 
phenylacetamide, 

2-(3-aminomethylphenylamino)-A/-[4-(2-oxopyrrolidin-1-yl)phenyl]-2- 
(2-fluorophenyl)acetamide, 
^ ^ 2-(3-aminomethylphenylamino)-A/-[4-ethyl-3-(2-oxopyrrolidin-1 -yl)- 

phenyi]-2-phenylacetamlde, 

(2S)-2-(3-aminomethylphenylamino)-A/-[3-methoxy-4-(3-oxo-2-aza- 
bicyclo[2.2.2]oct-2-yl)phenyl]-2-phenylacetamlde, 
20 2-(3-amlnomethylphenylamino)-A/-[3-fluoro-4-(2-caprolactam-1 -yl)- 

phenyl]-2-(2-fluorophenyl)acetamlde, 

(2S)-2-(3-aminomethylphenylamino)-A/-[3-fluoro-4-(2-caprolactam-1- 

yl)phenyl]-2-phenylacetamide, 
25 (2S)-2-(3-aminomethylphenylamino)-A/-[3-trifluoromethyl-4-(3-oxo-2- 

azabicyclo[2.2.2]oct-2-yl)phenyl]-2-phenylacetamide, 

2-(3-aminomethylphenylamino)-A/-[3-methyl-4-(3-oxo-2-azabicyclo- 

[2.2.2]oct-2-yl)phenyl]-2-phenylacetamlde, 
2Q (2S)-2-(3-aminomethylphenylamino)-A/-I3-methoxy-4-(3-oxo-2-aza- 

bicyclo[2.2.2]oct-2-yl)phenyl]-2-phenylacetamide, 

2-(3-aminomethylphenylamino)-/S/-[3-trifiuoromethyl-4-(2-oxopiperidin- 

1 -yl)phenyl]-2-phenylacetamide, 

^ _ 2-(3-aminomethylphenylamino)-/V-[3-methoxy-4-(2-oxopiperldln-1 -yl)- 

35 

phenyl]-2-phenylacetamide, 
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2-(3-aminomethylphenylamino)-A/-[3-methyl-4-(3-oxo-2-azablcyclo- 
[2.2.21oct-2-yl)phenyl]-2-(2-fluorophenyl)acetamide. 
2-(3-amlnomethyl-4-fluorophenylamlno)-W-[4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamide, 

2-(3-aminomethylphenylamino)-A/-[3-methyl-4-(3-oxo-2-azabicyclo- 
[2.2.2]oct-2-yl)phenyl]-2-(2-fluorophenyl)acetamide, 
2-(3-aminomethylphenylamlno)-A^-[3-chloro-4-(2-oxopyiTolldln-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 

2-(3-aminomethylphenylamino)-A/-[3-methoxy-4-(2-oxopiperidin-1-yl)- 
phenyll-2-(2-fluorophenyl)acetamide, 
2-(3-aminomethylphenylamino)-/\/-[3-trlfluoromethyl-4-(3-oxo-2- 
azabicydo[2.2.2]oct-2-yl)phenyi]-2-phenylacetamide, 

2- (3-amlnomethylphenylamlno)-A/-[3-trlfluorornethyl-4-(2-oxoplperidin- 
1 -yl)phenyl]-2-phenylacetamfde, 

3- (3-aminomethylphenyl)-A/-[4-(2-caprolactam-1-yl)phenyl]-2-phenyl- 
propionamide, 

2- (3-amlnomethylphenoxy)-W-[3-methyl-4-(2-oxopyrrolidln-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 

3- (3-aminomethylphenyl)-A/-[4-(2-oxopiperidin-1-yl)phenyl]-2-phenyl- 
propionamide, 

2- (3-aminomethylphenoxy)-A/-[3-methyl-4-(2-caprolactam-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 

3- (3-aminomethylphenyl)-A/-[3-methyl-4-(2-oxopiperidin-1-yl)phenyI]- 
2-phenylproplonamide, 

2-(3-aminomethylphenoxy)-A/-[4-(2-oxopjperidin-1-yI)phenylJ-2-(2- 
fluorophenyl)acetamide, 

2- (3-aminomethylphenoxy)-A/-[3-metliyl-4-(2-oxoplperidln-1-yl)- 
phenyl]-2-(2-fIuorophenyl)acetamlde, 

3- (3-aminomethylphenyl)-/\/-[3-methyl-4-(2-oxopyrrolidln-1-yl)phenyll- 
2-phenylproplonamide, 
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(2S)-2-(3-aminomethylphenylamino)-A/-[4-(5,5-climethyl-2-oxo- 
pyrrolidin-1-yl)phenyl]-2-phenylacetamide, 
(2S)-2-(3-aminomethylphenyIamino)-AH3-methyl-4-(2-oxo-1,3-oxazi- 
nan-3-yl)phenyl]-2-phenylacetamlcle, 

(2S)-2-(3-aminomethylphenylamino)-A/-[3-methyl-4-(2-oxooxazoljdin- 
3-yl)phenyl]-2-phenylacetamlde, 

(2S)-2-(3-amlnoethylphenylamlno)-A/-[4-(2-oxopiperidin-1-yl)phenyl3- 
2-phenylacetamide, 

2-(3-amidlnophenoxy)-A/-[4-(2-oxopiperazin-1-yl)phenyl]-2-phenyl- 
acetamide, 

2-[3-(5-nnethyl-1,2,4-oxadiazol-3-yl)phenoxy]-A/-[4-(2.6-dioxoplperidin- 
1 -yl)phenyl]-2-phenylacetamide, 

2-(3-amidinophenoxy)-A/-[4-(2.6-dloxoplperidin-1-yl)phenyl]-2-phenyl- 
acetamide, 

2-(3-amldinophenoxy)-A/-[3-trifluoromethyl-4-(2,6-dioxopiperidin-1- 
yl)phenyl]valeramide, 

2-(3-amldinophenoxy)-y\/-[3-chloro-4-(2,5-dioxopyiTolidln-1-yl)- 
phenyljvaleramide, acetate, 

2-[3-(5-methyl-1,2,4-oxadiazol-3-yl)phenoxy]-A/-[3-trifIuoromethyl-4- 

(2,5-dioxopyrrolldln-1-yl)phenyl]-2-valeramide, 

2-[3-(5-methyl-1.2,4-oxadiazol-3-yl)phenoxy]-Af-[3-chloro-4-(2,5- 

dioxopyrrolidin-1-yl)phenyl]-2-valeramide, 

2-[3-(5-methyl-1,2,4-oxadlazol-3-yl)phenoxy]-A/-(3-methoxy-4-(2,5- 

dioxopyrrolidln-1-yl)phenyl]-2-valeramlde, 

2- [3-(5-methyl-1,2,4-oxadiazol-3-yl)phenoxy]-A/-[4-(2,5-dioxo- 
pyrrolidin-1-yl)phenyl]-2-vaieramide, 

3- (3-amldinophenoxy)-A/-[3-chloro-4-(2-oxopiperidln-1-yl)phenyl]-2- 
phenylacetamide, 

3-(3-amidinophenoxy)-W-[3-chloro-4-(2-oxopiperidin-1-yl)phenyl]vaIer- 
amide, 
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3-(3-amldinophenoxy)-A/-[3-chloro-4-(2-oxopiperidin-1-yl)phenyl]- 
butyramide, 

2- (3-amldino-4-fluorophenylamino)-A/-[4-(2-oxopiperidin-i-yl)phenyl]- 
g 2-phenylacetamlde, 

3- (3-amlnomethylphenyl)-A/-I3-methyl-4-(2-oxopiperidln-1-yl)phenyl]- 

2- (2-fluorophenyl)propionamide, 

3- (3-aminomethylphenyl)-A/-[4-(2-oxopiperidln-1-yl)phenyl]-2-(2- 
fluorophenyI)propionamide, 

10 

3-(3-aminomethylphenylamino)-W-[3-chloro-4-(2-oxopiperidin-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamlde, 

3-(3-aminomethylphenylamlno)-A/-[3-chloro-4-(2-oxopiperidjn-1-yl)- 
phenyll-2-phenylacetamide, 
^ ^ 3-(3-amlnomethylphenoxy)-A/-[3-chloro-4-(2-oxoplperidin-1 -yl)phenyl]- 

2- (2-fluorophenyl)acetamide, 

3- (3-aminomethylphenyl)-A/-[3-methyl-4-(2-oxopyrrolldln-1-yl)phenyl]- 

2- (2-fluorophenyl)propionamide, 

20 3-(3-aminomethylphenyl)-A/-[3-ch!oro-4-(2-oxopiperldln-1-yl)phenyl]-2- 
(2-fluorophenyl)propionamide, 

3- (3-aminomethylphenylamino)-A/-[4-(2,6-dloxopiperldln-1-yl)phenyl]- 
2-phenylacetamlde, trifluoroacetate, ESI 443; 

25 2-(3-aminomethylphenylamlno)-A/-[3-chloro-4-(2,5-dloxopyrrolidln-1- 
yl)phenyll-2-phenylacetamide, 

2-(3-aminom6thyl-4-fluorophenylamino)-A/-(3-methyl-4-(3-oxo-2-aza- 
bicyclo[2.2.2]oct-2-yl)phenyl]-2-phenylacetamlde, 
3Q 2-[3-(N-tertbutoxycarbonylaminomethyl)phenylamino]-A/-I3-chloro-4- 
(2,5-dloxopyiTolldin-1 -y!)phenyl]-2-phenylacetamide, 
2-(3-amldinophenoxy)-A/-[3-carboxymethoxy-4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamide, 

2-(3-amidinophenoxy)-W-[3-ethoxycarbonylmethoxy-4-(2-oxo- 

35 

piperidin-1-yl)phenyl]-2-phenylacetamide, 
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2- (3-amidinophenoxy)-A/-[3-ethoxycarbonylmethoxy-4-(2-oxo- 
piperidin-1-yl)phenyl]valeramicie, 

3- (3-amidinophenoxy)-W-[3-carboxymethoxy-4-(2-oxopipericlin-1-yl)- 
phenyl]valeramlde, 

5 

3-(3-amidinophenoxy)-/\/-[3-carboxymethoxy-4-(2-oxopiperidin-1-yl)- 
phenyl]-2-phenylacetamide, 

2-[3-(A/-hydroxyamidino)phenoxy]-A/-[3-ethoxycarbonylmethoxy-4-(2- 
oxoplperidln-1-yl)phenyl]-2-phenylacetamlde, 

10 

2-(3-(A/-hydroxyamldino)phenoxy]-A/-[3-ethoxycarbonylmethoxy-4-(2- 

oxopiperidln-1-yl)phenyllvaleramide, 

2- (3-amlnomethylphenylamino)-W-[3-methyl-4-(3-oxo-2-a2abicyclo- 
[2.2.2]oct-2-yl)phenyl]-2-(2-fluorophenyl)acetamlde, 

"•^ 2-(3-aminomethylphenylamino)-/V-[3-methyl-4-(2-oxooxazdlidin-3-yl)- 
phenyl]-2-(2-fluorophenyl)acetamlde, 

3- (3-aminomethylphenylamino)-A/-[3-methoxy-4-(2-oxopiperidin-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 

20 3-(3-amlnomethylphenylamino)-A/-[3-ch(oro-4-(2-oxopyrrolidln-1-yI)- 
phenyl]-2-phenylacetamide, 

2- (3-aminomethylphenoxy)-A/-[3-methyl-4-(3-oxo-2-azabicyclo[2.2.2]- 
oct-2-yl)phenyl]-2-(2-fluorophenyl)acetamide, 

25 3-(3-aminomethylphenylamino)-yV-[4-(5,6-dimethyl-2-oxopyrrolidjn-1- 
yl)phenyl]-2-(2-fluorophenyl)acetamide, 

3- (3-amlnomethylphenoxy)-A/-[4-(5,6-dlmethyI-2-oxopyrrolidin-1-yl)- 
phenyl]-2-(2-fluorophenyl)acetamlde, 

3Q 2-(3-amlnomethylphenoxy)-A/-[3-m6thyl-4-(2-oxooxa2olidin-3-yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 

3-(3-aminomethylphenoxy)-A/-[3-methoxy-4-(2-oxopiperldin-1 -yl)- 
phenyl]-2-(2-fluorophenyl)acetamide, 



10 
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and their pharmaceutically usable derivatives, solvates and stereo- 
isomers, including mixtures thereof in all ratios. 

1 6. Process for the preparation of compounds of the fomiula I according 
to Claim 1 and their phamiaceutically tolerated salts and solvates, 
characterised in that 

a) they are liberated from one of their functional derivatives by 
treatment with a solvolysing or hydrogenolysing agent by 

i) liberating an amidino group from their hydroxyl, oxadiazole or 
oxazolidinone derivative by hydrogenolysis or solvoiysis, 

15 

ii) replacing a conventional amino-protecting group by hydrogen 
by treatment with a solvolysing or hydrogenolysing agent, or 
liberating an amino group protected by a conventional 

20 protecting group, 

or 

25 b) converting a cyano group into an amidino group, 

or 

3Q c) reacting a compound of the formula II 

Z-Y-T il 



35 



in which 

Z is HNR^- or HNR'C(R'')2- 
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20 



25 
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and R^ R\ Y and T are as defined In Claim 1, 
with a compound of the fomiula ill 




W-Q 

III 



is -C(=NH)-NH2 which is monosubstltuted by C(=0)R^ 
COOR'', OR^ or by a conventional amino-protecting 
15 group, oris 



O CH3 



Q is-CO-Lor-C(RVU 

L is CI, Br, I or a free or reactively functionally modified 
OH group, and 



R^ R^ R" and W are as defined in Claim 1, 



and/or 

30 

d) converting a base or acid of the formula I into one of its salts. 

17. Compounds of the fomiula I according to one or more of Claims 1 to 
1 5 as inhibitors of coagulation factor Xa. 
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1 8. Compounds of the formula I according to one or more of Claims 1 to 
15 as inhibitors of coagulation factor Vila. 

1 9. Medicament comprising at least one compound of the fonnula I 
according to one or more of Claims 1 to 15 and/or its 
pharmaceutically usable derivatives, solvates and stereoisomers, 
including mixtures thereof in ail ratios, and, if desired, excipients 
and/or assistants. 



20. Medicament comprising at least one compound of the fomnula I 
according to one or more of Claims 1 to 15 and/or its pharmaceuti- 
cally usable derivatives, solvates and stereoisomers, including 

^ mixtures thereof in all ratios, and at least one further medicament 

active ingredient. 

21 . Use of compounds according to one or more of Claims 1 to 1 5 and/or 
20 their physiologically acceptable salts and solvates for the preparation 

of a medicament for the treatment of thrombosis, myocardial infarc- 
tion, arteriosclerosis, inflammation, apoplexia, angina pectoris, reste- 
nosis after angioplasty, claudicatio intennittens, tumours, tumour 
25 diseases and/or tumour metastases. 

22. Set (kit) consisting of separate packs of 

(a) an effective amount of a compound of the formula I according 
3Q to one or more of Claims 1 to 1 5 and/or its pharmaceutically 

usable derivatives, solvates and stereoisomers, including 
mixtures thereof in all ratios, 

and 

(b) an effective amount of a further medicament active 

35 

ingredient. 
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23. Use of compounds of the formula I according to one or more of 
Claims 1 to 15 and/or their phannaceutically usable derivatives, 
solvates and stereoisomers, Including mixtures thereof in all ratios, 
for the preparation of a medicament for the treatment of thrombosis, 
myocardial infarction, arteriosclerosis, inflammation, apoplexia, 
angina pectoris, restenosis after angioplasty, claudicatio intemiittens, 
tumours, tumour diseases and/or tumour metastases, 

in combination with at least one further medicVlnent active ingredient. 

24. Intermediates of the fomnula I-l 



15 



20 



25 



in which 

R' is NO2, CN, NHA, NHCOA, NACF3, NHj or (CH2)nNH2, 
R2 and 

R^ are each, independently of one another, H, Hal, A, OA or 
CP,. 

A is alky! having 1 , 2, 3, 4, 5 or 6 carbon atoms, 
Het^ is a monocyclic or bicyclic, saturated, unsaturated or aromatic 
heterocyclic radical having from 1 to 4 N, O and/or S atoms 
which is unsubstituted or monbsubstituted, disubstituted or 
trisubstituted by Hal, A, OA, CN, COOA, CONH2, NHCOA, 
NHSO2A, S(0),nA and/or carbonyl oxygen, 
n is 0, 1 , 2 or 3, 
35 and salts thereof. 
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25. Compounds according to Claim 24, selected from the group 
consisting of 

1 -(3-fluoro-4-nitrophenyl)plperldln-2-one, 

1-(4-amino-3-fluorophenyl)piperidln-2-one, 

ferf-butyl 4-(4-nitrophenyl)-3-oxopiperazin-1 -carboxylate, 

ferf-butyl 4-(4-aminophenyl)-3-oxopipera2in-1 -carboxylate, 

1 -(4-nltrophenyl)azepam-2-one, 

1 -(4-amlnophenyl)azepam-2-one, 

1-(3-fluoro-4-nitrophenyl)azepam-2-one, 

1-(4-amino-3-fluorophenyl)a2epam-2-one, 

1 -(2-methyl-4-nitrophenyl)azepam-2-one, 

1-(4-amino-2-methylphenyl)azepam-2-one, 

1 -(4-nltrophenyl)-1 H-pyrazln-2-one, 

1 -(4-amlnophenyl)-1 H-pyrazin-2-one, 

1-(2,5-dimethyl-4-nitrophenyl)piperidin-2-one, 

1-(4-amino-2,5-dlmethylphenyl)piperidin-2-one. 

2.2,2-trifluoro-N-methyl-W-[4-(2-oxopiperidin-1-yl)phenyl]acetamide, 

1-(4-methylaminophenyl)piperidin-2-one, 

1-(3-methyl-4-nitrophenyl)plperidin-2-one, 

1- (4-amino-3-methylphenyl)piperidin-2-one, 
5'-nitro-3,4,5,6-tetrahydro-1,2'-bipyridlnyl-2-one, 
5'-amlno-3,4,5,6-tetrahydro-1,2'-bipyridinyl-2-one, 

2- (4-nltrophenyl)-2-azablcyclo[2.2.2]octan-3-one, 
2-(4-amlnophenyl)-2-azabicycloI2.2.2]octan-3-one, 
2-(4-nitro-2-trifluoromethylphenyl)-2-azabicyclo[2.2.21octan-3-one, 
2-(4-amlno-2-trifluoromethylphenyl)-2-azabicyclo[2.2.2]octan-3-one, 
2-(2-methyl-4-nitrophenyl)-2-azabicyclo[2.2.2]octan-3-one, 
2-(4-amino-2-methylphenyl)-2-azablcycIo[2.2.2]oct'an-3-one, 
2-(2-methoxy-4-nltrophenyl)-2-azablcyclo[2.2.2]octan-3-one, 
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2- (4-amino-2-methoxyphenyl)-2-azabicyclot2.2.2]octan-3-one, 
1-(2-methoxy-4-nitrophenyl)pipericlin-2-one, 
1-(4-amino-2-mefhoxyphenyl)piperic(in-2-one, 
1-(4-nitro-2-trifluoromethylphenyl)pipericlln-2-one, 

1 -(4-amino-2-trifluoromethylphenyl)piperidin-2-one, 

3- (2-methyl-4-nitrophenyl)-1,3-oxazinan-2-one, 
3-(4-amino-2-methylphenyl)-1,3-oxazinan-2-one, 
1-(2-chloro-4-nitrophenyl)pyrrolidin-2-one, 
1-(4-amino-2-chlorophenyl)pyrrolidin-2-one, 
1-(2-methoxy-4-nltrophenyl)pyrrolidfne-2,5-dlone, 
1-(4-amino-2-methoxyphenyl)pyrrolidine-2,5-dione, 
5,5-dimethyl-1 -(4-nitrophenyl)pyrrolidin-2-one, 
1-(4-aminophenyl)-5,6-dinnethylpyrrolidin-2-one, 
3-(2-methyl-4-nltrophenyl)oxazolidin-2-one, 

3- (4-amino-2-methylphenyl)oxazolidin-2-one, 
1-(2-fluoro-4-nitrophenyl)azepam-2-one, 
1-(4-amlno-2-fluorophenyl)a2epam-2-dne, 

4- (2-oxo-2H-pyridin-1 -yl)benzonitrile, 

1 -(4-amlnomethylphenyl)-1 H-pyridin-2-one, 
1-(4-aminomethylphenyl)piperldin-2-one, 
1 -(2-ethyl-5-nitrophenyl)pyrrolidin-2-one, 
1 -(5-amino-2-ethylphenyl)pyrrolidin-2-one, 
1-(4-aminophenyl)piperidlne-2,6-dione, 
and salts thereof. 
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The initial phase of the search revealed a very large number of documents 
relevant to the Issue of novelty. So many documents were retrieved that 
it is impossible to determine which parts of the claim(s) may be said to 
define subject-matter for which protection might legitimately be sought 
(Arjticle 6 PCT). For these reasons, a meaningful search over the whole 
breadth of the claim(s) is impossible. Consequently, the search has been 
restricted to those compounds for, which support within the meaning of 
Article 6 PCT and/or disclosure within the meaning of Article 5 PCT is to 
be found. The search has thus been carried out for those parts of the 
claims which appear to be supported and disclosed, namely those parts 
relating to the compounds wherein Rl is in the 3-pos1t1on, the linker 
chain W-X-Y is 

-W-C(phenyl or n-propyl )-CON-phenyl , 4-subst1tuted by an N atom 
(possibly cyclic) and the examples. 
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of documents relevant to the 

issue of novelty. So many documents were retrieved that it is Impossible 
to determine which parts of the claim(s) may be said to define 
subject-matter for which protection might legitimately be sought (Article 
6 PCT). For these reasons, a meaningful search over the whole breadth of 
the claim is impossible. Many known compounds are included within the 
very general formula, and even making a restriction to a generalisation 
over the examples (i.e. having a N-bonded 2-carbonyl substituted group 
for Het, with N02 In the 4-position of the phenyl) revealed a very large 
number of documents relevant to novelty. Thus only the specific examples 
of claim 25 were searched. 

The applicant's attention Is drawn to the fact that claims, or parts of 
claims, relating to inventions In respect of which no international 
search report has been established need not be the subject of an 
international preliminary examination (Rule 66.1(e) PCT). The applicant 
Is advised that the EPO policy when acting as an International 
Preliminary Examining Authority is normally not to carry out a 
preliminary examination on matter which has not been searched. This is 
the case irrespective of whether or not the claims are amended following 
receipt of the search report or during any Chapter II procedure. 
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